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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [wherein Ar = naphthyl, 3 , 4-methylenedioxyphenyl , 
(un) substituted Ph; and their non-toxic salts] were prepd. as 
Cyclooxygenase-2 (COX-2) inhibitors for treating fever, pain and 
inflammation. For example, II was prepd. by cyclocondensation of 
acetamidrazone III with benzoyl chloride in Py, and oxidn . with MMPP in 
CH2C12. % Inhibition ratios of COX-2 to COX-1 for compds. I were 
significantly higher than that in Valdecoxib. Thus, I are useful for 
treating fever, pain, inflammation, neoplasm, and dementia. 

IT 696602-82-1P, 1- [ 3-Fluoro-4- (methanesul fonyl ) phenyl ] -5-phenyl-3- 
trif luoromethyl-lH-1, 2, 4-triazole 696602 -8 9-8P, 

1- [ 3-Fluoro-4- (methanesul fonyl ) phenyl] -5- ( 4-methoxyphenyl ) -3- 
trif Iuoromethyl-1H-1, 2, 4-triazole 696602 -96-7P, 
1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- ( 4-f luorophenyl ) -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-03-9P, 

1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- ( 4-bromophenyl ) -3-tri fluoromethyl- 
1H-1, 2, 4-triazole 696603-09-5P, 1- [ 3-Fluoro-4- 

( methanesulf onyl) phenyl] -5- { 4-chlorophenyl ) -3-tri f luoromethyl-lH-1 , 2 , 4- 
triazole 696603-17-5P, 1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- 
(4-methylphenyl) -3-tri f luoromethyl-lH- 1 , 2 , 4-triazole 696603-24-4P 
, 1- [3-Fluoro-4- (methanesul fonyl ) phenyl ] -5- ( 4-ethoxyphenyl ) -3- 
trif luoromethyl-lH-1, 2, 4-triazole 696603-32-4P, 
1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- ( 3-chlorophenyl ) -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-41-5P, 
1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- ( 3-f luorophenyl ) -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-48-2P, 

1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- ( 3-f luoro-4-methoxyphenyl ) -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-54-0P, 
1- [3-Fluoro-4- (methanesulf onyl) phenyl] -5- ( 3-methylphenyl ) -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-61-9P, 

1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] ~5- ( naphthalen-2-yl ) -3- 
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trifluoromethyl-lH-1, 2, 4-triazole 696603-69-7P, 

5- ( [ l, 3] Benzodioxol-5-yl) -1- [3-f luoro-4- (methanesulf onyl ) phenyl ] -3- 
trifluoromethyl-lH-1, 2, 4-triazole 696603-74-4P, 

1- [3-Fluoro-4- (methanesulf onyl ) phenyl ] -5- (3, 4-dif luorophenyl ) -3- 
trif luoromethyl-lH-1, 2, 4-triazole 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(COX-2 inhibitor; prepn. of triazoles as selective COX-2 inhibitors for 

treating fever, pain and inflammation) 
RN 696602-82-1 CAPLUS 
CN INDEX NAME NOT YET ASSIGNED 
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RN 696602-89-8 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 696602-96-7 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 696603-03-9 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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RN 696603-17-5 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 
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Noh, Ji Young; Park, Hyun Jung; Park, Jie Eun; Chung, 
Young Mee 
S. Korea 
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AB The title compds . [I; Rl = { un ) subs tituted naphthyl, indolyl, 
benzofuranyl, benzothienyl , benzimidazolyl , benzothiazolyl , 

benzotriazolyl, benzooxazolyl , quinolinyl, isoquinolinyl ; R2 = Me, NH2 ; A, 
B, C, D - C, N] which showed selective inhibition of COX-2 to COX-1, were 
prepd. E.g., a 3-step synthesis of I [Rl = 2-naphthyl; R2 = Me; A, B, C, 
D - CH], starting from 4-methylsul f anylphenylhydrazine . HC1 and 
trifluoroacetimidine, which showed 12.3% COX-2 inhibition at 10 nM vs. 
26.2% COX-1 inhibition at 1 .mu.M, was given. 
IT 698350-38-8P 698350-39-9P 698350-40-2P 
698350-41-3P 698350-42-4P 698350-43-5P 
698350-44-6P 

RL: PAC (Pharmacological activity); SPN ( Synthetic preparation ) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of 1 , 2 , 4-triazole derivs. as selective COX-2 inhibitors) 
RN 698350-38-8 CAPLUS 



10/608, 709 



CN INDEX NAME NOT YET ASSIGNED 





RN 698350-41-3 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



10/608,709 



O 



0= S- Me 




CF 3 

RN 698350-42-4 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



O 

li 



0= S-Me 




CF 3 

RN 698350-43-5 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



O 

II 



0= S- Me 




CF3 

RN 698350-44-6 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



10/608, 709 




L4 ANSWER 3 OF 5 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 



PATENT ASSIGNEE (S) 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2 004 ACS on STN 
2004 : 143123 CAPLUS 
140:181455 

Preparation of 1- (hetero ) aryl-3-trif luoromethyl-lH- 
1,2,4-triazoles as cyclooxygenase-2 selective 
inhibitors 

Cho, Il-hwan; Park, Hyun-jung; Noh, Ji-young; Ryu, 
Hyung-chul; Park, Sang-wook; Jung, Sung-hak; Lee, 
Sung-hak; Kim, Jong-hoon; Lim, Jee-woong; Lyu, 
Chun-seon; Kim, Dal-hyun; Kim, Young-hoon; Yeon, 
Kyu-jeong; Chae, Myeong-yun; Min, In-ki; Jin, Hae-t 
Kang, Kyoung-rae 
Cj Corporation, S. Korea 
PCT Int. Appl. , 105 pp. 
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AB Title amidrazone derivs . I [wherein Rl = cycloalkyl, cycloalkenyl , 

(un) substituted Ph, ( alkoxy ) s tyrenyl , or pyridyl; R2 = Me or NH2 ; A, B, 
and D = independently C or N; or a nontoxic salt thereof] were prepd. as 
cyclooxygenase-2 (COX-2) selective inhibitors. For example, oxidn. of 
5- (4-ethoxyphenyl) -1- { 4-methylsulf anylphenyl ) -3-trif luoromethyl- 1H- 
[1, 2, 4] triazole using 80% MMPP in CH2C12 gave the methanesul f onylphenyl 
deriv. II (82%). The latter selectively inhibited COX-2 (38.65%) to COX 
(11.8%). In addn., II suppressed carrageenan-induced paw edema in rats 
32.3%, compared to 23.9% suppression by the celecoxib ref. Thus, I and 
their pharmaceutical compns . are useful in the treatment of fever, pain, 
inflammation, cancer, and dementia (no data) . 

IT 660400-58-8P, 1- [4- (Methanesulf onyl ) phenyl ] -5- (p-tolyl) -3- 
trifluoromethyl-lH- [1,2, 4 j triazole 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(COX inhibitor; prepn. of triazoles as COX-2 inhibitors for treatment 
of fever, pain, inflammation, cancer, and dementia) 
RN 660400-58-8 CAPLUS 

CN 1H-1,2, 4-Triazole, 5- ( 4-methylphenyl ) -1- [ 4- (methylsul f onyl ) phenyl ] -3- 
(trif luoromethyl) - (9CI) (CA INDEX NAME) 




481052-74-8P, 4- ( 5-Phenyl-3-tri f luoromethyl- [1,2,4] triazol-1- 
yDbenzenesulfonamide 481052-76-0P, 4- [5- ( Pyridin-3-yl ) -3- 
trifluoromethyl- [1,2, 4] triazol- 1-yl ] benzenesulf onamide 
481052-81-7P, 4- [5- ( 4-Fluorophenyl ) -3-trif luoromethyl - 
[1,2, 4] triazol-l-yl] benzenesulf onamide 481052-87-3P, 

4- (5-Cyclohexyl-3-trifluoromethyl~ [1, 2 , 4 ] tria zol~l-yl ) benzenesulf onamide 
660400-59-9P, 1- [4- (Methanesulf onyl ) phenyl ] -5-phenyl-3- 
trifluoromethyl-lH- [1, 2, 4] triazole 660400-60-2P, 
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5- (4-Chlorophenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-trif luoromethyl-lH- 
[1, 2, 4] triazole 660400-61-3P, 5- { 4-Bromophenyl ) - 1- [ 4- 
( methanesulf onyl) phenyl] -3-trif luoromethyl-lH- [1, 2, 4] triazole 
660400-62-4P, 1- [4- (Methanesul f onyl ) phenyl ] -5- (4-methoxyphenyl) -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660400 -63-5P, 

5- (3-Bromophenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-tri f luoromethyl-lH- 
[1,2,4] triazole 660400-64-6P, 5- ( 3-Chlorophenyl ) -1- [ 4- 
( methanesulf onyl) phenyl] -3-trif luoromethyl- 1H- [ 1, 2 , 4 ] triazole 
660400-65-7P, 5- { 3-Trif luoromethylphenyl ) -1- [4- 

( methanesulf onyl) phenyl] -3-trif luoromethyl- 1H- [ 1, 2 , 4 ] triazole 
660400-66-8P, 5- (2, 4 -Dimethoxyphenyl ) -1- [ 4- 

(methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1, 2, 4] triazole 
660400-69-1P, 5- ( 4-Ethoxyphenyl ) - 1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660400-70-4P, 

5- (4-tert-Butylphenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-trif luoromethyl-lH- 
[1, 2, 4] triazole 660400-71-5P, 5- ( 4-Cyanophenyl ) -1- [ 4- 

(methanesulf onyl) phenyl] -3-tri f luoromethyl- 1H- [1, 2, 4] triazole 
660400-72-6P, 5- ( 4-Nitro-2-chlorophenyl ) -1- [4- 

( methanesulf onyl) phenyl] -3-tri f luoromethyl-lH- [ 1 , 2 , 4 ] triazole 
660400-73-7P, 5- { 3-Chloro- 4-methoxyphenyl ) -1- [4- 

( methanesulf onyl) phenyl] -3-tri f luoromethyl- 1H- [ 1 , 2 , 4 ] triazole 
660400-74-8P, 5- ( Benzodioxol-5-yl ) -1- [ 4- (methanesulf onyl ) phenyl ] -3- 
trifluoromethyl-lH-[l,2,4]triazole 660400-75-9P, 

4- [2- [4- (Methanesulfonyl) phenyl] -5-tri f luoromethyl-2H- [1,2, 4] triazol-3- 
yl]pyridine 660400-76-OP, 4- [ 5- (p-Tolyl ) -3-trif luoromethyl- 
[ 1, 2, 4] triazol-l-yl] benzenesul f onamide 660400-77-1P, 

4- [5- (4-Methoxyphenyl) -3-tri f luoromethyl- [1,2, 4] triazol-l- 
yl] benzenesulf onamide 660400-78-2P 660400-85-1P, 

5- (4-Fluorophenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-trif luoromethyl-lH- 
[1,2, 4] triazole 660400-86-2P, 5- (3, 5-Dichloro-4-methoxyphenyl ) - 1- 

[4- (methanesulfonyl ) phenyl] -3-tri f luoromethyl- 1H- [1,2, 4] triazole 
660400-87-3P, 5- ( 3 , 4-Dichlorophenyl ) - 1- [ 4- (methanesul f onyl ) phenyl ] - 
3-trifluoromethyl-lH- [ 1,2, 4] triazole 660400-88-4P, 

5- (3, 4-Dimethoxyphenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-tri f luoromethyl- 1H- 
[1,2, 4] triazole 660400-89-5P, 5- (3, 4-Di f luorophenyl ) - 1- [ 4- 
(methanesulfonyl) phenyl] -3-tri f luoromethyl-lH- [ 1 , 2 , 4 ] triazole 
660400-90-8P, 5- ( 3 , 4-Dimethylphenyl ) - 1- [ 4- (methanesul f onyl ) phenyl ] - 
3-trifluoromethyl-lH- [ 1,2, 4] triazole 660400-91-9P, 
5- (3-Chloro-4-methylphenyl) -1- [4- (methanesulf onyl ) phenyl ] -3- 
trifluoromethyl-lH-[l, 2, 4] triazole 660400-92-0P, 
5- (4-Chloro-3-methylphenyl) -1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH-[l,2, 4] triazole 660400-93-1P, 
5- (4-Chloro-3-methoxyphenyl) -1- [4- (methanesulf onyl ) phenyl] -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660400-94-2P, 
5- (3-Fluoro-4-methylphenyl) -1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH- [1, 2, 4] triazole 660400-95-3P, 
5- (4-Fluoro-3-methylphenyl) -1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660400-96-4P, 
5- (3-Fluoro-4-methoxyphenyl) -1- [4- (methanesulf onyl ) phenyl] -3- 
trifluoromethyl-lH-[l,2,4]triazole 660400-97-5P, 
1- [4- (Methanesulfonyl) phenyl] -3-trif luoromethyl-5- (4- 
trif luoromethylphenyl) -1H- [1,2, 4] triazole 660400-98-6P, 
1- [4- (Methanesulfonyl) phenyl] -5- ( 4-trif luoromethoxyphenyl ) -3- 
trifluoromethyl-lH- [1, 2, 4] triazole 660400-99-7P, 
5- [4- (N-Methylamino) phenyl] -1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660401-00-3P, 

5- [4- (N,N-Dimethylamino) phenyl] -1- [4- (methanesul f onyl ) phenyl ] -3- 
trifluoromethyl-lH- [1,2, 4] triazole 660401-0 1-4P, 

5- (4-Aminophenyl) -1- [4- (methanesulf onyl ) phenyl ] -3-tri fluoromethyl-lH- 
[1,2,4] triazole 660401-02-5P, 5- ( 3-Methoxyphenyl ) - 1- [ 4- 
(methanesulfonyl ) phenyl] -3-tri f luoromethyl- 1H- [1,2, 4] triazole 
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660401-03-6P, 1- [4- (Methanesul fonyl ) phenyl ] -5- (m-tolyl) -3- 
trif luoromethyl-lH- [1,2,4] triazole 66040 1-0 4 -IP, 

1- [4- (Methanesulfonyl) phenyl] -5- ( o-tolyl ) -3-trif luoromethyl-lH- 
[1, 2, 4] triazole 660401-05-8P, 5- ( 2-Bromophenyl ) -1- [ 4- 
(methanesul fonyl) phenyl] -3-trif luoromethyl-lH- [1, 2, 4] triazole 

660401-06-9P, 5- ( 2-Methoxyphenyl ) -1- [4- (methanesulfonyl ) phenyl ] -3- 

trif luoromethyl-lH- [ 1, 2, 4] triazole 660401-07-OP, 

5- (2, 4-Difluorophenyl) -1- [4- (methanesulfonyl ) phenyl ] -3-trif luoromethyl-lH- 
[l,2,4]triazole 660401-08-1P, 5- ( 2 , 5-Dif luorophenyl ) -1- [ 4- 
( methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1,2,4] triazole 
660401-09-2P, 5- ( 2 , 4 , 5-Tri f luorophenyl ) - 1- [4- 

( methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1,2,4] triazole 
660401-10-5P, 5- (2, 3-Dichlorophenyl ) -1- [4- (methanesul fonyl ) phenyl ] - 

3- trifluoromethyl-lH-[l,2, 4] triazole 66040 1-11-6P, 

5- (2, 4-Dichlorophenyl) -1- [4- (methanesulfonyl ) phenyl ] -3-tri f luoromethyl- 1H- 
[1,2, 4] triazole 660401-12-7P, 5- ( 3 , 5-Dif luorophenyl ) -1- [ 4- 
( methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1, 2, 4] triazole 
660401-13-8P, 5- (3, 5-Dimethoxyphenyl ) -1- [4- 

(methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1,2,4] triazole 
660401-14-9P, 5- ( 3 , 4 , 5-Trimethoxyphenyl ) -1- [4- 

( methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [ 1 , 2 , 4 ] triazole 
660401-15-OP, 5- (2-Fluoro-4-trifluoromethylphenyl ) -1- [4- 

(methanesulfonyl) phenyl] -3-trif luoromethyl-lH- [1, 2, 4] triazole 
660401-16-1P, 5- (2, 4-Dichloro-5-f luorophenyl ) -1- [4- 

(methanesul fonyl) phenyl] -3-trif luoromethyl-lH- [ 1 , 2, 4] triazole 
660401-42-3P, 3- [2- [4- (Methanesul fonyl ) phenyl ] -5-trif luoromethyl- 
2H- [1, 2, 4] triazol-3-yl] pyridine 660401-43-4P, 

5-Cyclohexyl-l- [4- (methanesulfonyl ) phenyl ] -3-tri f luoromethyl- 1H- 
[1,2, 4] triazole 660401-44-5P, 5-Cyclohexen-l-yl-l- [ 4- 
( methanesulfonyl) phenyl] -3-tri f luoromethyl-lH- [1, 2, 4] triazole 
660401-45-6P, 4- [5- (3, 4-Dif luorophenyl ) -3-trif luoromethyl- 
[1,2,4] triazol-l-yl] benzenesulf onamide 66040 1-46-7P, 

4- [5- (4-Chlorophenyl) -3-trif luoromethyl- [ 1, 2 , 4 ] triazol-l- 
yl] benzenesulf onamide 660401-47-8P, 4- [5- (3, 4-Dichlorophenyl) -3- 
trifluoromethyl- [1,2, 4] triazol- 1-yl ] benzenesul f onamide 
660401-48-9P, 4- [5- (3, 4-Dimethoxyphenyl ) -3-tri f luoromethyl - 
[1,2,4] triazol-l-yl] benzenesulf onamide 660401-49-0P, 

4- [5- (3, 4-Dimethylphenyl) -3-tri f luoromethyl- [1, 2, 4] triazol-l- 
yl] benzenesulf onamide 660401-50-3P, 4- [5- (3-Chloro-4- 

methylphenyl) -3-trif luoromethyl- [1,2, 4] triazol-l-yl] benzenesulf onamide 
660401-51-4P, 4- [5- ( 4-Chloro-3-methylphenyl ) -3-tri fluoromethyl- 
[1,2, 4] triazol-l-yl] benzenesulf onamide 660401-52-5P, 

4- [5- (3-Chloro-4-methoxyphenyl) -3-tri f luoromethyl- [1, 2, 4] triazol-l- 
yl] benzenesulf onamide 660401-53-6P, 4- [5- (4-Chloro-3- 

methoxyphenyl) -3-trif luoromethyl- [ 1 , 2 , 4 ] triazol-l-yl ] benzenesulf onamide 
660401-54-7P, 4- [5- ( 3-Fluoro-4-methylphenyl ) -3-trif luoromethyl- 
[1,2, 4] triazol-l-yl] benzenesul f onamide 660401-55-8P, 

4- [5- (4-Fluoro-3-methylphenyl) -3-tri f luoromethyl- [1, 2, 4] triazol-l- 
yl] benzenesulf onamide 660401-56-9P, 4- [5- (3-Fluoro-4- 

methoxyphenyl) -3-trif luoromethyl- [1, 2, 4] triazol- 1-yl ] benzenesulf onamide 
660401-57-OP, 4- [5- (3, 5-Dichloro-4-methoxyphenyl ) -3- 
trif luoromethyl- [1, 2, 4] triazol-l-yl] benzenesulf onamide 
660401-58-1P, 4- [3-Trif luoromethyl-5- ( 4-tri f luoromethylphenyl ) - 
[1,2,4] triazol-l-yl] benzenesul f onamide 660401-59-2P, 
4- [3-Trifluoromethyl-5- ( 4 -ethoxyphenyl ) - [1,2,4] triazol-l- 
yl ] benzenesul f onamide 660401-60-5P, 4- [3-Trif luoromethyl-5- ( 4- 
trifluoromethoxyphenyl) - [1, 2, 4] triazol- 1-yl ] benzenesul f onamide 
660401-61-6P, 4- [ 3-Trif luoromethyl-5- ( 4-tert-butylphenyl ) - 
[1,2, 4] triazol-l-yl] benzenesul f onamide 660401-62-7P, 
4- [3-Trif luoromethyl-5- ( 4-cyanophenyl ) - [1,2,4] triazol-l- 
yl] benzenesulf onamide 660401-63-8P, 4 - [ 3-Trif luoromethyl-5- (4- 
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aminophenyl) -[1,2,4] triazol-l-yl] benzenesulf onamide 660401-64-9P 
660401-65-OP, 4- [ 3-Trif luoromethyl-5- [ 4- (dimethylamino ) phenyl ] - 
[1,2,4] triazol-l-yl] benzenesulf onamide 660401-66-1P, 

4- [3-Trif luoromethyl-5- (m-tolyl) - [1,2, 4 ] triazol- 1-yl ] benzenesulf onamide 
660401 -67 -2P, 4- [ 3-Trif luoromethyl-5- ( 3-tri f luoromethylphenyl ) - 
[1,2, 4] triazol-l-yl] benzenesulf onamide 660 401-68-3P, 
4- [3-Trifluoromethyl-5- ( 3-methoxyphenyl ) - [1,2, 4] triazol-l- 
yl ] benzenesul f onamide 660401-69-4P, 4- [ 3-Tri f luoromethyl-5- (2- 
bromophenyl) -[1,2, 4 ] triazol-l-yl] benzenesulf onamide 660401-70-7P 
, 4- [3-Trifluoromethyl-5- (2-methoxyphenyl ) - [1,2, 4] triazol-l- 
yl ] benzenesulf onamide 660401-71-8P, 4- [3-Trif luoromethyl-5- (2,4- 
difluorophenyl) - [1, 2, 4 ] triazol-l-yl ] benzenesul f onamide 
660401-72-9P, 4- [ 3-Trif luoromethyl-5- ( 2 , 5-di f luorophenyl ) - 
[1,2,4] triazol-l-yl] benzenesulf onamide 660401-73-0P, 
4- [3-Trif luoromethyl-5- ( 2 , 4 , 5-trif luorophenyl ) - [ 1, 2 , 4 ] triazol- 1- 
yl] benzenesulf onamide 660401-74-1P, 4- [ 3-Trif luoromethyl-5- (2,3- 
dichlorophenyl) - [1, 2, 4] triazol-l-yl] benzenesul f onamide 
660401-75-2P, 4- [ 3-Tri f luoromethyl-5- ( 2 , 4-dichlorophenyl ) - 
[1,2,4] triazol- 1-yl] benzenesulf onamide 660401-76-3P, 
4- [3-Trif luoromethyl-5- ( 3 , 5-dimethoxyphenyl ) - [ 1 , 2 , 4 ] triazol-l- 
yl ] benzenesulf onamide 660401-77-4P, 4- [ 3-Trif luoromethyl-5- (2,4- 
dimethoxyphenyl ) - [ 1 , 2 , 4 ] triazol-l-yl ] benzenesulf onamide 
660401-78-5P, 4- [3-Trif luoromethyl-5- (3, 4 , 5-trif luorophenyl ) - 
[ 1, 2, 4 ] triazol-l-yl] benzenesulf onamide 660401-79-6P, 

4- [3-Trifluoromethyl-5- (2-f luoro-4-trif luoromethylphenyl ) - [ 1, 2 , 4] triazol-l- 
yl] benzenesulf onamide 660401-80-9P, 4- [ 3-Trif luoromethyl-5- (2- 
chloro-4-nitrophenyl) - [1, 2, 4] triazol-l-yl ] benzenesulf onamide 
660401-81-OP, 4- [3-Trif luoromethyl-5- ( 2 , 4-dichloro-5-f luorophenyl ) - 
[1, 2, 4 ] triazol-l-yl] benzenesulf onamide 660401-82-lP, 
4- [5- (Benzodioxol-5-yl) -3-trif luoromethyl- [1,2,4] triazol-l- 
yl ] benzenesulf onamide 660401-83-2P, 4- [5- ( Pyridin-4-yl ) -3- 
trif luoromethyl- [1,2, 4] triazol-l-yl ] benzenesulf onamide 
660401-84-3P 

RL: PAC (Pharmacological activity); SPN ( Synthetic preparation ) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses ) 

(COX inhibitor; prepn. of triazoles as COX-2 inhibitors for treatment 
of fever, pain, inflammation, cancer, and dementia) 
RN 481052-74-8 CAPLUS 

CN Benzenesulfonamide, 4- [ 5-phenyl-3- ( tri f luoromethyl ) -1H-1 , 2 , 4-triazol-l-yl ] - 
(9CI) (CA INDEX NAME) 



RN 481052-76-0 CAPLUS 

CN Benzenesulfonamide, 4- [ 5- ( 3-pyridinyl ) -3- ( tri f luoromethyl ) - 1H- 1 , 2 , 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 



O 




Ph 
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O 

II 




RN 481052-81-7 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 4- f luorophenyl ) -3- ( tri f luoromethyl ) -1H-1, 2, 4- 
triazol-l-yl]- (9CI) (CA INDEX NAME) 



O 




F 



RN 481052-87-3 CAPLUS 

CN Benzenesulfonamide, 4- [ 5-cyclohexyl-3- (trif luoromethyl) -1H-1, 2, 4-triazol-l- 
yl]- (9CI) (CA INDEX NAME) 



O 




RN 660400-59-9 CAPLUS 

CN 1H-1,2, 4-Triazole, 1- [4- (methylsulf onyl ) phenyl ] -5-phenyl-3- 
( trif luoromethyl ) - (9CI) (CA INDEX NAME) 
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RN 660400-60-2 CAPLUS 

CN 1H-1, 2, 4-Triazole, 5- ( 4-chlorophenyl ) -1- [4- (methylsul fonyl ) phenyl ] -3 
(trifluoromethyl) - (9CI) (CA INDEX NAME) 




CI 



RN 660400-61-3 CAPLUS 

CN 1H-1,2, 4-Triazole, 5- ( 4 -bromophenyl ) - 1- [ 4- (methylsulf onyl ) phenyl ] -3- 
( trifluoromethyl) - (9CI) (CA INDEX NAME) 




RN 660400-62-4 CAPLUS 

CN 1H-1, 2, 4-Triazole, 5- ( 4-methoxyphenyl ) - 1- [4- (methylsulf onyl ) phenyl ] - 
(trifluoromethyl)- (9CI) (CA INDEX NAME) 
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CN Benzenesulfonamide, 4- [5- ( 1 , 3-benzodioxol-5-yl ) -3- ( tri f luoromethyl ) -1H- 
1,2, 4-triazol-l-yl] - (9CI) (CA INDEX NAME) 

O 



0= S- NH2 




F3C 

RN 660401-83-2 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 4-pyridinyl ) -3- ( trif luoromethyl ) -1H-1, 2, 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 



O 

II 




RN 660401-84-3 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 2-cyclohexen-l-yl ) -3- ( trif luoromethyl ) -1H-1, 2, 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME ) 
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2003:20009 CAPLUS 
138 : 73259 

Preparation of sulfonyl aryl triazoles as 

anti -inflammatory/ analgesic agents 

Rast, Bryson; Sakya, Subas Man; Shavnya, Andrei 

Pfizer Products Inc., USA 

Eur. Pat. Appl ., 3 6 pp. 

CODEN: EPXXDW 

Patent 

English 

1 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



EP 1273576 Al 20030108 EP 2002-254339 20020701 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 
IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, EE, SK 



US 2003125368 
JP 2003064061 
BR 2002002544 

PRIORITY APPLN. INFO. 

OTHER SOURCE (S) : 

GI 



Al 20030703 US 2002-188713 20020702 

A2 20030305 JP 2002-196417 20020704 

A 20030513 BR 2002-2544 20020704 

US 2001-303186P P 20010705 
MARPAT 138:73259 




AB Title compds. I [m = 0-2; Rl = alk (en/yn) yl , alkoxy, alkylcarbonyl , 

formyl, formamidyl, etc.; R3 = H, halo, alk ( en/yn ) yl , alkoxy, etc.; R5 = 
alkyl] are prepd. For instance, 4-hydrazinobenzenesul f onamide . bul . HC1 wa 
condensed with trif luoroacetamidine to give 4- [N ' - ( l-amino-2 ,2,2- 
trifluoroethylidene) hydrazino] benzenesulf onamide . This intermediate was 
condensed with benzoyl chloride (CH2C12, pyridine, 0. degree.) to give II. 
Compds. of the invention are evaluated for cyclooxygenase- 1 (COX-1) and 
COX-2 inhibition on canine whole blood; a selected test compd. 
administered at 5 mg/kg (oral gavage) shows significant selectivity for 
inhibition of COX-2 over COX-1. Example compds. are said to have IC50 
values of 0.001 .mu.M to 3 .mu.M with respect to COX-2 inhibition. I are 
useful in the treatment or alleviation of inflammation and other 
inflammation assocd. disorders, such as osteoarthritis, rheumatoid 
arthritis, colon cancer and Alzheimer's disease, in mammals (preferably 
humans, dogs, cats and livestock) . 

IT 481052-74-8P, 4- ( 5-Phenyl-3-trif luoromethyl- [ 1 , 2 , 4 ] triazol-1- 
yl) benzenesulf onamide 481052-75-9P, 4- (5- ( Pyridin-2-yl ) -3- 
trif luoromethyl- [1, 2, 4] triazol-l-yl ) benzenesul f onamide 
481052-76-0P, 4- (5- ( Pyridin-3-yl ) -3-tri f luoromethyl- [ 1 , 2 , 4 ] triazol- 
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1-yl) benzenesulfonamide 481052-77-1P, 4- (5- (Furan-2-yl) -3- 

trif luoromethyl- [1, 2, 4] triazol- 1-yl ) benzenesulf onamide 

48 1052 -78 -2P, 4- [5- ( Tet rahydrof uran-2-yl ) -3-trif luoromethyl- 

[l,2,4]triazol-l-yl] ben zene s ul f onamide 48 10 52 -7 9 -3P, 

4- [5- (Tetrahydropyran-4-yl) -3-tri f luoromethyl- [1,2,4] triazol-1- 

yl ] benzenesulf onamide 481052-80-6P, 4— [5- (2,2- 

Dimethyltetrahydropyran-4-yl ) -3-trif luoromethyl- [1,2,4] triazol-1- 
yl] benzenesulf onamide 481052-81-7P, 4- [5- ( 4-Fluorophenyl ) -3- 
trif luoromethyl- [1,2,4] triazol- 1-yl] benzenesulf onamide 
481052-82-8P, 4- [5- ( 3-Fluorophenyl ) -3-tri f luoromethyl- 
[1,2,4] triazol- 1-yl] benzenesulf onamide 48 10 52 -8 6 -2P, 

4- (5-Cyclobutyl-3-trif luoromethyl- [1,2,4] triazol- 1-yl ) benzenesul f onamide 
481052-87-3P, 4- ( 5-Cyclohexyl-3-trif luoromethyl- [1,2,4] triazol- 1- 
yl ) benzenesulf onamide 481052-88-4P, 4- [ 5- ( 4 -tert- 

Butylcyclohexyl ) -3-trif luoromethyl- [1,2,4] tria zol- 1-yl ] benzenesul f onamide 

481052-89-5P, 4- [5- ( 3-Methylcyclohexyl ) -3-tri fluoromethyl- 

[1,2,4] tria zol -1-yl] benzenesulf onamide 48 10 52- 90 -8P, 

4- [5- (3-Methoxycyclohexyl) -3-trif luoromethyl- [1,2,4] triazol- 1- 

yl] benzenesulf onamide 481052-91-9P, 4- ( 5-Cyclopentyl-3- 

trif luoromethyl- [1,2,4] tria zol- 1-yl ) benzenesul f onamide 

RL: PAC (Pharmacological activity); SPN ( Synthetic preparation ) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of sulfonyl aryl triazoles as anti-inflammatory/analgesic 
agents ) 
RN 481052-74-8 CAPLUS 

CN Benzenesulfonamide, 4- [5-phenyl-3- ( trif luoromethyl ) -1H-1,2, 4-triazol- 1-yl ] 
(9CI) (CA INDEX NAME) 




RN 481052-75-9 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 2-pyridinyl ) -3- ( tri f luoromethyl ) -1H-1, 2, 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 




RN 
CN 



4 81052-7 6-0 CAPLUS 

Benzenesulfonamide, 4- [5- ( 3-pyridinyl ) -3- ( tri f luoromethyl ) -1H-1 , 2 , 4- 
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triazol-l-yl] - (9CI) (CA INDEX NAME ) 



0 




RN 481052-77-1 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 2-f uranyl ) -3- ( trif luoromethyl ) -1H-1,2, 4-triazol- 
1-yl]- (9CI) {CA INDEX NAME) 

O 

II 



0= S— NH2 




RN 481052-78-2 CAPLUS 

CN Benzenesulfonamide, 4- [5- { tetrahydro-2- f uranyl ) -3- ( tri f luoromethyl ) -1H- 
1, 2, 4-triazol-l-yl] - (9CI) (CA INDEX NAME) 




RN 4 81052-79-3 CAPLUS 

CN Benzenesulfonamide, 4- [ 5- ( tetrahydro-2H-pyran-4-yl ) -3- ( trif luoromethyl ) -1H- 
1,2, 4-triazol-l-yl]- (9CI) (CA INDEX NAME) 
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RN 481052-80-6 CAPLUS 

CN Benzenesulf onamide, 4- [5- ( tetrahydro-2 , 2-dimethyl-2H-pyran-4-yl ) -3- 
(trifluoromethyl)-lH-l,2,4-triazol-l-yl]- (9CI) (CA INDEX NAME) 




RN 481052-81-7 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 4-f luorophenyl ) -3- ( trif luoromethyl ) -1H-1 , 2 , 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 



O 

II 




F 



RN 481052-82-8 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 3-f luorophenyl ) -3- ( trif luoromethyl ) - 1H- 1 , 2 , 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 
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S-NH 2 




F 3 C 



RN 481052-86-2 CAPLUS 

CN Benzenesulfonamide, 4- [ 5-cyclobutyl-3- ( tri f luoromethyl ) - 1H-1 , 2 , 4-triazol- 1- 
yl]- (9CI) (CA INDEX NAME) 




F3C 



RN 481052-87-3 CAPLUS 

CN Benzenesulfonamide, 4- [ 5-cyclohexyl-3- ( trif luoromethyl ) -1H-1 , 2 , 4-triazol-l- 
yl]- (9CI) (CA INDEX NAME) 



F3C 




RN 481052-88-4 CAPLUS 

CN Benzenesulfonamide, 4- [5- [4- (1, 1-dimethylethyl ) cyclohexyl ] -3- 

( trif luoromethyl) -1H-1,2, 4-triazol- 1-yl ] - (9CI) (CA INDEX NAME) 
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O 

II 




Benzenesulfonamide, 4- [5- ( 3-methylcyclohexyl ) -3- ( tri f luoromethyl ) -1H-1, 2, 4- 
triazol-l-yl] - (9CI) (CA INDEX NAME) 




RN 481052-90-8 CAPLUS 

CN Benzenesulfonamide, 4- [5- ( 3-methoxycyclohexyl ) -3- ( tri f luoromethyl ) -1H- 
1,2, 4-triazol-l-yl] - (9CI) (CA INDEX NAME) 




RN 481052-91-9 CAPLUS 

CN Benzenesulfonamide, 4- [ 5-cyclopentyl-3- ( trif luoromethyl ) -1H-1 , 2 , 4-triazol- 
l-yl]- (9CI) (CA INDEX NAME) 
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- S- NH 2 




F 3 C 
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2001 : 356250 CAPLUS 
134 :353312 

Preparation of 5-aryl-lH- 1 , 2 , 4 -triazoles as inhibitors 
of cyclooxygenase-2 

Pascal, Jean-claude; Carniato, Denis 

Laboratoire Theramex S.A., Monaco 

Eur. Pat. Appl., 22 pp. 

CODEN : EPXXDW 

Patent 

English 

1 



PATENT 


NO. 




KIND DATE 
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Al 20010516 
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WO 
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AB The title compds . [I; Rl = H, alkyl, haloalkyl, etc.; R2 = alkyl, 
cycloalkyl, Ph, etc.; R3 = H, halo, OH, etc.; R4 = alkyl, NH2, 
(di) alkylamino, etc.], potent and selective COX-2 inhibitors, were prepd. 
E.g., a 2-step synthesis of I [Rl = CF3 ; R2 = 4-BrC6H4; R3 = H; R4 = Me], 
one of the most potent compd. in the series which appeared to be about 10 
times more potent than nimesulide, was given. 

IT 339264-29-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of 5-aryl-lH-l, 2 , 4-triazoles as inhibitors of cyclooxvqenase-2) 
RN 339264-29-8 CAPLUS 
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AB The present invention relates to compounds of the formula 



EASTERN 



NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 



##STR1## 



wherein m, R.sup.l, R.sup.3, R.sup.4, and R.sup.5 are defined as in the 
specification, to pharmaceutical compositions containing them and to 
their medicinal use. The compounds of the invention are useful in the 
treatment or alleviation of inflammation and other inflammation 
associated disorders, such as osteoarthritis, rheumatoid arthritis, 
colon cancer and Alzheimer's disease, in mammals (preferably humans, 
dogs, cats and livestock) . 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

IT 481052-74-8P, 4- ( 5-Phenyl-3-trif luoromethyl- [ 1 , 2 , 4 ] triazol-1- 
yl) benzenesulfonamide 481052-75-9P, 4- (5- ( Pyriciin-2-yl ) -3- 
trif luoromethyl- [1,2,4] triazol-l-yl) benzenesulfonamide 
481052-76-0P, 4- (5- ( Pyridin-3-yl ) -3-trif luoromethyl - 
[1,2,4] triazol-l-yl ) benzenesulfonamide 481052-77-1P, 
4- (5- (Furan-2-yl) - 3- tri f luoromethyl- [1,2,4] triazol-l- 
yl ) benzenesul fonamide 481052-78-2P, 4- [5- ( Tetrahydrof uran-2-yl ) - 

3- trifluoromethyl- [1,2,4] triazol- 1-yl ] benzenesulfonamide 
481052-79-3P, 4- [5- (Tetrahydropyran-4-yl ) -3-trif luoromethyl- 
[1,2,4] triazol-l-yl] benzenesulfonamide 481052-80-6P, 

4- [5- (2, 2-Dimethyltetrahydropyran-4-yl) -3-trif luoromethyl- [ 1 , 2 , 4 ] triazol- 
l-yl] benzenes ul f onamide 481052-81-7P, 4- [ 5- ( 4-Fluorophenyl ) -3- 
trifluoromethyl- [ 1 , 2 , 4 ] triazol-l-yl ] benzenesul f onamide 

481052-82-8P, 4- [ 5- ( 3-Fluorophenyl ) -3-tri f luoromethyl- 
[1,2,4] triazol-l-yl] benzenesulfonamide 481052-8 3- 9P, 
4- [5- (2, 2-Dimethylpropyl) -3-trifluoromethyl- [ 1, 2, 4] triazol-l- 
yl] benzenesulfonamide 481052-84-0P, 4- [5- ( 2-Methylbutyl ) -3- 
trif luoromethyl- [1,2,4] triazol-l-yl ] benzenesul f onamide 481052-8 5- IP, 
4- [5- (3-Methylbutyl) -3-trifluoromethyl- [1, 2, 4] triazol-l- 
yl] benzenesulfonamide 481052-86-2P, 4- ( 5-Cyclobutyl-3- 
trif luoromethyl- [1, 2, 4] triazol-l-yl) benzenesulfonamide 
481052-87-3P, 4- ( 5-Cyclohexyl-3-tri f luoromethyl- [ 1 , 2 , 4 ] triazol-l- 
yl ) benzenesul f onamide 481052-88-4P, 4- [ 5- ( 4-tert- 

Butylcyclohexyl ) -3-trif luoromethyl- [ 1, 2 , 4 ] triazol-l-yl ] benzenesul f onamide 
481052-89-5P, 4- [5- ( 3-Methylcyclohexyl ) -3-trif luoromethyl - 
[1,2, 4] triazol-l-yl] benzenesulfonamide 481052-90-8P, 
4- [5- (3-Methoxycyclohexyl) -3-trifluoromethyl- [ 1, 2 , 4 ] triazol-l- 
yl ] benzenesulfonamide 481052-91-9P, 4- ( 5-Cyclopentyl-3- 

trif luoromethyl- [1,2,4] triazol-l-yl ) benzenesulfonamide 4 8 1052 -92 -OP, 
4- (5- (Isobutyl) -3- ( tri f luoromethyl ) - [ 1 , 2 , 4] triazol-l- 
yl ) benzenesulfonamide 

(prepn. of sulfonyl aryl triazoles as anti-inflammatory/analgesic 
agents ) 



